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Lack of unity of invention 

hScI^LIT 1 U t" der A^de 35(2) with regard to novelty, inventive step or industrial applicability; 
citations and explanations supporting such statement J 

Certain documents cited 

Certain defects in the international application 

Certain observations on the international application 



I 


LXJ 


II 


□ 


III 


□ 


IV 




V 




VI 


□ 


VII 


□ 


VIII 


□ 



Date of submission of the demand 

27 February 2001 (27.02.01) 


Date of completion of this report 

15 August 2001 (15.08.2001) 


Name and mailing address of the IPEA/JP 
Facsimile No. 


Authorized officer 
Telephone No. 



Form PCT/IPEA/409 (cover sheet) (July 1998) 



national application No. 

INTERNATIONAL PRELIMINARY EXAMINATION REPORT j PCT/JP00/06302 



I. Basis of the report 



I. With regard to the elements of the international application:* 
the international application as originally filed 

| | the description: 

P a g es ' as originally filed 

pages , filed with the demand 

pages , filed with the letter of 



[ j the claims: 

pages , as originally filed 

pages , as amended (together with any statement under Article 19 

pages , filed with the demand 

Pages f filed with the letter of 

| | the drawings: 

pages ^ f as originally filed 

pages , filed with the demand 

P a g es , filed with the letter of 

| | the sequence listing part of the description: 

P a g es , as originally filed 

P a g es , filed with the demand 

Pages , filed with the letter of 



With regard to the language, all the elements marked above were available or furnished to this Authority in the language in which 
the international application was filed, unless otherwise indicated under this item. 

These elements were available or furnished to this Authority in the following language which is: 

□ 

the language of a translation furnished for the purposes of international search (under Rule 23.1(b)). 

□ 

the language of publication of the international application (under Rule 48.3(b)). 

the language of the translation furnished for the purposes of international preliminary examination (under Rule 55.2 and/ 
or 55.3). 

With regard to any nucleotide and/or amino acid sequence disclosed in the international application, the international 
preliminary examination was carried out on the basis of the sequence listing: 
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contained in the international application in written form. 
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filed together with the international application in computer readable form. 
□ furnished subsequently to this Authority in written form. 

□ 

furnished subsequently to this Authority in computer readable form. 

The statement that the subsequently furnished written sequence listing does not go beyond the disclosure in the 
international application as filed has been furnished. 

The statement that the information recorded in computer readable form is identical to the written sequence listing has 
been furnished. 

The amendments have resulted in the cancellation of: 

□ 

the description, pages 

I I the claims, Nos. 
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the drawings, sheets/fig _ 



5 I I This report has been established as if (some of) the amendments had not been made, since they have been considered to go 
— beyond the disclosure as filed, as indicated in the Supplemental Box (Rule 70.2(c)).** 

* Replacement sheets which have been furnished to the receiving Office in response to an invitation under Article 14 are referred to 
in this report as "originally filed" and are not annexed to this report since they do not contain amendments (Rule 70 J 6 
and 70. J 7). 

** Any replacement sheet containing such amendments must be referred to under item 1 and annexed to this report. 
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paid additional fees under protest. 
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3. This Authority considers that the requirement of unity of invention in accordance with Rules 13 1 13 2 and 13 3 is 
□ complied with. 



not complied with for the following reasons: 

This international application comprises 2 groups of inventions. 

1. Claims 1-15 

Claims 1-15 are inventions concerning a process for introducing a carbon-carbon bonded 
substituent group at the No. 5 position of oxazole by reacting an oxazole that is unsubstituted at 
the No. 5 position with an olefin, and this examination finds that this reaction is understood to be 
the "specific technical feature" of this group of inventions. 

2. Claims 16 

Claim 6 is an invention concerning the intermediaries included in Formula (XIII). 

Because there is no technical relationship between these 2 groups of inventions involving one or 
more of the same or corresponding specific technical features, this application does not satisfy 
the requirement for unity of invention. 
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been amended and are the basis for this report and/or sheets containing rectifications made before this Authority (see 
Rule 70. 16 and Section 607 of the Administrative Instructions under the PCT). 
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Priority 
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LJ the language of publication of the international application (under Rule 48.3(b)). 

H C 353) Ui8e ° f tranS!ati ° n fUmished f ° r the purp0ses of international preliminary examination (under Rule 55.2 and/ 
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□ the description, pages 
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IV. Lack of unity of invention 

I. In response to the invitation to restrict or pay additional fees the applicant has: 
restricted the claims, 
paid additional fees. 
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paid additional fees under protest, 
neither restricted nor paid additional fees. 

— Ps7| This Authority found that the requirement of unity of invention is not complied with and chose, according to Rule 68. 1 
^- LiNJ not to invite the applicant to restrict or pay additional fees. 

3. This Authority considers that the requirement of unity of invention in accordance with Rules 13.1, 13.2 and 13.3 is 



[ | complied with. 

DKI not complied with for the following reasons: 

This international application comprises 2 groups of inventions. 

1. Claims 1-15 

Claims 1-15 are inventions concerning a process for introducing a carbon-carbon bonded 
substituent group at the No. 5 position of oxazole by reacting an oxazole that is unsubstituted at 
the No. 5 position with an olefin, and this examination finds that this reaction is understood to be 
the "specific technical feature" of this group of inventions. 

2. Claims 16 

Claim 6 is an invention concerning the intermediaries included in Formula (XIII). 

Because there is no technical relationship between these 2 groups of inventions involving one or 
more of the same or corresponding specific technical features, this application does not satisfy 
the requirement for unity of invention. 



4. Consequently, the following parts of the international application were the subject of international preliminary examination 
in establishing this report: 
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Industrial applicability (IA) 
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Document 1: WO 97/36882, Al (Takeda Chemical Industries, Ltd.) Examples 25- 52 
Document 2: J. Heterocycl. Chem., Vol. 25, No. 3, 1998, 815-17 

Claims 1-15 

None of the documents cited in the international search report describes or suggests the 
inventions set forth in Claims 1-15, and therefore these inventions appear to be novel and apnea? 
to involve an inventive step. More specifically, none of the documents describes or suggests the 
fact that an oxazole that is unsubstituted at the No. 5 position is reacted with an olefin for the 
oxazole mtr ° ducing a carbon -^bon bonded substituent group at the No. 5 position of 

Claim 16 

h^nnvli t?K et ? rth u C ! aim 16 iS n0t deSCribed in docum ents 1 and 2 and thus it appears to 
tenovel but based on the description in document 1, it does not appear to involve an inventive 
step. The compound of Claim 16 is included in General Formula (I) of document 1. More 
specifically, Examples 25 and 52 describe 4-(4-chlorophenyl)-2-(2-methyl-l-imidazolyl)-5- 
oxazole propionic acid and ethyl 4-(4-chlorophenyl)-2-(2-methyl-l-imidazolyl)-5-oxazole 
Propionate, and persons skilled in the art can easily conceive of changing the number of carbon 
atoms to make the ethyl a methyl. 
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carbon-carbon bond at the 5-position of oxazole is provided a process for 
preparing compounds of general formula (TIT) or salts thereof (wherein 
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compound of general formula (II) or a salt thereof (wherein each symbol 
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T I<lT»6«l*4tM> (X) tt- 4MB©**. «Atf**6. * 

jJBMMC*"*- ■WiUTJBW6*i*««« (IX) tt, 
(IV) £5£: R ,8 CN 
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#ffiT iC Rfo £ it -5 d t IZ £ ? TigjsT 3 £ £ #T # & o 

u>^) , 3?mmT$>m tru^x t?nux *yu>, <v+yu 

gHt^v^A^) , 7WJiI7;l/3^yH XV tert-^'h^^ 
±hU->A tert-yh + ->H#) & <2f/^ AH 0 &^Tt)7;i/# U&M7JI/ 

y-;k ^y^o/t;-;k :/^/-;k ;* h^>x^y-;Mg) % ad>t> 

1, 1, 2, 2-rf7^ooi^>f) , 3S=»i£Htzkfligi (.m. ^>i?>, 
Hkx>, ^s>l/> > y*DD^>-£>, xhn^>if>, ^>7hij7;i,tU 
h*^) , x— y-)vm (flu x?Mkx-^;k -r yyDtr;i/x-^;i/, ^h^t 

HJ;M80 > x^tJH (Bm*5P;k ^ix^^f) *^ffl^e>n-5 0 £*i 

isTi-sFit&giKD&mmiz* its® av) ic*tlt, Mi-ioii, 

J&S©&fflS«\ (iv) (c*fLT, iisto. oi~iom $?i;L 

Kfol&mit, MHZ- 5 0"C~1 5 0t, L < - 2 0 T;~ 1 2 0 *CT 
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ttMk'o) . <ts® an . it^ft an) . it*m (no - <fc*m ■ 

5 fe**)** (I) Cfcttftft* (IX) *MW*X»TJB»&n*«*HI* 
10 S «. *X>.. 7—»«. P - H '! 

«M (i) - «** <n> • < t& ® (m) ' *** (IX) ' *** : 
„ utntt* (i) < K) •mm-***-*"*** 1 ***"** 

X,y_*T3>. «»;-*Ti>. fUX*y-*T5>. 5>S^ 

o»sn*fc** am ****** (x) «• 
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#H8¥9 - 3 2 3 9 8 3 (WO 9 7/3 6 8 8 2) 

<Oft£0«fiO*rt4«II#4LT*fl!T»D. 09* (m) SJt 

(X) SBHtUTiK «TKIB«T-5*fe©« % #^¥9-3 2 
3.9 8 3fcie*©^feS&tt^fc:Jpi;fc^fc« oT> W9 -3 2 3 9 

it&m an) (x) *j\u*f>itgu&iz.ttTz.tK.± 




(XI) 



^ x R 

R R F 

<fc^* (in) oADy>«n a«ADy>flai©,w ET , rjsicm 
/Np^><kffl©«[fli*tt, ^« (III ) ( C *fLT, Mi-sosi, #g 

V^DPpt^X ^OD^i,, 1, 2-^DDI^>, 1, l, 2, 2- 
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«Kftfc**« <*K ^>-t*>^ HWx>, *'>^ *nn^>*>, xh 
K^IWtt. aS3 0»W-2 0li*HT?**- 

M« (X) ©Any>flsR*»» «Atfe#&»©*>F^*-R*. 

aawx^ iaiwk mbits/u i»v7s^a &g# 

tfTM. y7^JO^ffliH ft** < x > »MS1~10* 

Aoy>fl«i^ MAfeEiKflsn ( i) » (i) » a^flju (i) . 
mm (ii). iMtsfl (in - (I i) ^^^^^n*. mk 

«»**fc»«*©«ffl«tt^ (x) a*»o. 001-2 

i O^Jl^STfe&o 
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K^mit. m%&- 5 o~2 0 ot;> B&L<mt}- 20-15 ovx$> 

fcfom?$te. mnam 3 0 2 0 mmx& & 0 

^<iT#en?.^ (xi) it. &®<d^&. mz.itmm. m&^m. m 

*wmmtp. (xi) \zml. r 3 ^-coor 7 (R 7 i$mv&£mMm& 
^r) x&zit&ya&it'&y!} (xia) tfm-t&z. £&$>%>. 

m (xviii) &mm?z>z£&x%2> B 

it^m (XVIII) te, ^<D££, ^}t«g^^I(D^31^{C^L#^>ffi#: 
kh, ~?<y7^ ?yh. W^f. -f X. £v\ ^7^\ D-Jim) Iz 

ffc^ti (xviii) i8:#*Ngi, g-^;i/-h^tncckoTt)^-5^ 

5 0 0mg/k g#M, $f^L<^5~l OOmg/k gflT^O, 

1 s 1 ~ 3 st^rrs zl ttfms. li\ 
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R l9 x*2nz> ^mmm^^Lx^-r^, wmznx^xh^^m 

#iAtfi-KDUjp. i~f**vu;k i-tr^yu;k i,2,4-huyy* 
-ji-i— ok i,2,4- hUTi/-;i—4— t;k i >2 ,3 - mjtv-;u 

-1— -Ok l,2,3-hUTl/-;U-2— Ok ^K^^-jU- 1 ^ 
h7^-2-<;k ^>*V5^/-;P-i-^oi,, ^>h-;u-i-^ 
;k 1H — — op, lH-kTOD [2,3-b) tr^i?>-i 
—Ok lH-tTDP C2,3-bD fcTU^>- 1 — -Ok lH--f$^/ C4, 
5-b) fcf'»*>-l-<;k 1H— T5^/ C4,5-c] t?U$»-l-V 
;k 1H — C4,5-b] k^->*>-l-^;^^fo 5 ^^ Ll 01© 
^TO^^m^S ; *3J;Z>'i -tfnu^~;k l-fcf^U>?;k ^;k*y 
>-4--Ok ^^;k^u>-4— Ok l-fcf^^-jk ^\*+h*^ 
>-fS>-i-<;k ^-+ityu^>-3— -ok WJy>-3-r;k 

•f 5*vys»-i — ok -Y^^vru>-i — ok **u-»/u>-3— f 

;k ^7VJ>-3— Ok ^^5?>-4— f^0 5^^U7SCD#^S 

Tt>, i— r$*vu;k i-tf^v/u;k 1, 2, 4- hUTy-jp- 1 - 
<;k 1, 2, 4- hu:ry-;p-4— r;k ^>x-r 1 

TfeJ;<, ^^liSttTH MSBR 1 i: LXfflmLfz rg&$nx^Tfc 
t3fl<DC 1 _ 6 7;i/+;PST«»$tlT^T'b«J:Vil — f $^/U ;UST-£3 0 
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£?\ <fr&tt(XIa> fcfls** (XII) t*R****-fcfcJ:0^*« (XIII) 
SSt tTH ttflBflrttt (IV) i:S/7tSFft*«ltOB5fc*^JIV» 

sn**** 1 *^**- a:** (xid saftfcja^aufcfc*^ ft 
<&« (xid e#ft«ufct^Tffl^T'bJ:vi. 

-tmk -rv^ab!;ux-x;K fh7tFD77X > 

^kTK^m <*U MWX>. 

ftfttt (XII) ©&JB*te, (Xla) tCttbT, il#l~2 0^*, » 

gsattMtt. (xia) cwut, auto, oi-io^i, »*t 

KftftHBtt. I*15»«-2 0IWITW. 

WT!, flS"&* (XIII) fta7cRJ6Ki#r-i»cJ:oT^* (XIV) *S& 
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t;1/^ h u ^A#©^K7K*«{b^ft**» £ in, 

1, 1, i, 2, 2-fh7^DDl^>|) , 

(#1, ^>iz>, h;ux>, ^->|/>, ^DD^>t*>, XhD^ 

>1£>m , x— 5r;ng (#i, x^JUx— -fv:7'nt?;ix— 
Kfot&mt, 013-1 5 Ot:, #£L.<te, 013-1 0 

strata. it5^fMoTO5, 

OUT, {fc^tt (XIV) £4t&® (XV) **:tt/\ny>flsja (XVa) <h££ 
fciS1kZ>Z±.\Z&9* fc<&4& (XVI) fcttftTS. 

(XV) <9#iI&0iJ£LTte, i^^>7JP7^z;^D'J F 
x^PUK) , h;i/X>7.;p^^-x;i/57DU H (hy^n'J K) , ^>if 

>^7*rMoij H**m*tf&*t5. Aoyxksj cxv a ) t 
u>«o , 7f#^ya>0 (#y, tfjv>, tfnu>, */u>, -Yy^yu 

>, N, N-^^7XU>, N. N-ylWZ'J>^) , fcWLTM 
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*?9uu*9>* 1. l. 1. 2, 2- 

jrna^X^ ^hn^>f>f) . x-xMS (flU x^Wx-t- 

m <sm*7»* wtxfjMi). «*»JB^5n*. tn&witt. 2*su:fc 

fcteX-x MSTfc 0 , » b < B MVX > Ztztezf h5kH077>t 

ttd* (xv) *fcttnn**><lSfl (xva) ©«UB»* fl:** Gov) fc» 

jgl^Ilt (XIV) ic**ut, ISO. oi-io^ »st 

KiSUtt. ffiKttO^lOOWW. 
KftlMBH:. a* 5 4MB- 2 0 NHITCfc*. 

(XVI) htefr^ (XVII) itG 

m (xviii) sawsT*. 

^ DD ^>, ^DD*M. 1. 1, 1, 2, 2- 

ttltbttt, MBflS** (XIa) fcfcS* (XID t<DZfo\z^xm^z> 
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K&m (xvii) %.zSi&m(D&mmfc, it&® (xvd i^lt, tn^nm 
si-ion, ^t<tti~5iim. 

fcfo&miZ. 0*C~1 5 Ot:, $?£L<te, - 1 0<C~1 2 0tT 

TOtCiJUT, ^©iSii^gW^LT, *BW#»M$g (PTC) 

fflM^®itt®cD^*«, ^jA^b^ (xvd i^ut, iisro. ooi- 

(XVIII) BU (XIV) titS® (XVII) ££§#£^31© 

(xvid t©s^fc^viTfflVi6nsa*«*R«$«:vi»ji3&s^f sns. 

*«u>^**j:os«««y©ttffl*»4, mxmt&® (xrv) k^lt, 
s^tafttt, a#-5 o*c~i 5 or, 0£b<te, -i ot~i 2 oncx 

S^Wtt, 0^-2 0«rMT*S. 

MBib^ (XIII) , (XIV) > (XVI) £«fctf (XVIII) \ts &fcJCD^©, 
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WBft-r * - £t-£ & »c»«flEofl:^*^»e>n*. <t^* (xin) > gov) 
fc«ttf (xvi) mm&'?\zx<DELfo\zm^T'b&^o 
mw&to (xi) ^mt^ (xviii) *«jfi-rsx8T?fflv^ns*K» 

2- (4- (4-^DD7i^) - 2 >- 5 - 

4- (4-^70D7i^) -2-*^V-4-*^rU- % /U> (7 94. 3 
g) GD7-feh-HJ;l/ (2 3 8 3mL) mmzfrftT. 1 0*C«TTf»«tt (1 
19 5g) SITUfc. O^T^'JM^^ (7 3 1mL) 

9 4D sira*.*. tfrmufcisfisrsttu i%fiW7K. *, -fv^Dt:;vx 

-fJVTlWb^ 2- (4- (4-^OD7x'JW "2-^^V-4- 
**U-l/U >- 5 — r;V) e^->lfe^^«r»fe (10 17. 8g;W 

8 9%) . ;^e>n*£ftb"cfcfe*sa&&fc. 

7cf?l##HI C13H12CINO4 £ L-T 

§t"JM6 : C, 55.43; H, 4.29; N, 4.97 

m$&m : C, 55.23; H, 3.99; N, 5.08 
NMR(CDC1 3 ):2.70(2H, t, J=7.0Hz), 2.98(2H, t, J=7.0Hz), 3.65(3H, s), 7.42(5H 

S ), 10.37(1H, s) 

mmm 2 
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4- (4 - 7i^JH 2 - t^ V - 4 - 1 WJ >" 5 - fJM -4-7 

4 _7 X -^-2-:*^V-4-^1^/U> (1- 6 1 g) , *<>*F)V7. 
^■yy (1. 4 6g) ©Ttb-h'J^ (2 0ml) ^(C^ ^ >Z;i/*>^ 

(o. 9 6g) ^rSTbfc. #e>n5^t^T3 oM^tm 
MA., KBex^;w-eaaiLfc. mmm^mnm (M g so 4 ) a, 

^ (i : i) -cjgffiLfc. jsai&esu -fv^Dt^x-r^&eaft 

U 4- (4-7x-;H2-t^V-4-mi/'J>-5 — f ;W -4- 
7l - Jl ,_2-^y>^ (2. 6 5g;JR¥86. 3%) c x^y-;V 

7C*»«fffi C 19 H 17 N0 3 ^L-"C 
ir^ffi : C, 74.25; H, 5.58; N, 4.56 
: C, 74.28; H, 5.72; N, 4.52 
NMR(CDC1 3 ) : 2.16(3H, s), 3.02(1H, dd, J=17.7 and 6.0Hz), 3.34(1H, dd, 
J=17.7 and 8.4Hz), 4.67(1H, dd, J=8.4 and 6.0Hz), 7.21-7.50(10H, m), 
10.10(1H, s) 

mmm 3 

2- (4- (4-^DD7xZJV) -2-^-^V-4-^^/U>-5- 

4- (4- (4-^DD7i-JW -2-^V-4-^1t\/U> (3.00 g) 
7 9 V )V8L*?-fr (1.52mL) **9J—)V ( 15 mL) 28%i~h 
U^A* h4^>K (NaOMe) <D*?;— )Vm& (0.30 mL ) Sr&stJQbfco 
*l£*g<gri££, J1«ET, 2 R3M4t&a> ^S^iElibfc. SStttcWI/X 
> (21 mL) > zK ( 21 mL ) £iJD*-T> 1 «?Wl»#bfc. 5*C £TFK 

ftmvx i i^raat^a, tffflLfcjeafcsBiu * (21 mD . <iv?u\>)\, 

X-x^ ( 21 mL ) TUfefcftflH/fc. 50*C T»flEft»b, **6ttl*£bT 
^H-ffc^ £#fc(2.85 g ; 45^ 66.0%). *d d p© NMR te^JStfi! 1 T*§ btl7c 
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mmm 4 

5 - (3-^V-l-7x-JV^W -4-7x^-2-^7-4 

4-7i^l/-2-^V-4-t^yU> (1.61 g) , ^>1f;l/T-feb> 
(1.46 g ) £7iz hxHJ ;K20mL ) IC^L^ ^ >7Jl^>m ( 0.96 mL) 

^minb^ic #<=>n£^€ri££> mux l 8#P.aJft£N£. SJ&i&KTfc doomD , 

(100 mL ) ^jpx.7c 0 mmm*ttmv. * (somL ) -c 2 mafe** 

7h^7 7-f-tI^U n-^it>-^X^;U (1:1) T^ffib7Cc ^ 
$g$b, #e>nfc^tlK^-i' V/ofc^X— • 7^ (50mL) £r#PAT#cfil 
<fc;£-S\ Ml? 1 ^r^^bfc ^HSr^SlU <V^Dlf;l/X-^ (20 
mL) T$fc# U £ LT^<fc^£#£(2.65 g ; JR¥ 86.3%). 

jci^tfrffi C19H17NO3 <h L-T 

tf^ffi : C, 74.25 ; H.5.58 ; N.4.56. 
: C,74.28 ; H.5.72 ; N.4.52. 
NMR(CDC1 3 ) : 2.16 (3H, s), 3.02(1H, dd, J=17.7 and 6.0Hz), 3.34(lH, dd, 
J=17.7 and 8.4Hz), 4.67(1H, dd, J= 8.4 and 6.0Hz), 7.21-7.50(10H, m), 
10.10(lH, s). 

mmm 5 

2- (4- (4-* b*i/7^— )V) -2-t77-4-tWJ>-5 

4- (4-^^y7x-JW -2-^-^V-4-^U- > /'J> (l.OOg) , 
79V)WL*?-)V ( 0.94mL ) £ WUX> ( 20 mL ) Kig»U #D>hU 
7Jl/t'JFX-T7-h (1.31 mL) £&flDb&. ^e>nSS^«ESr SO'CtCiin 

^V^T-f V7"Dt;;H-fJK 10mL)£mJDU5 < C£rFT l P#iaafc#L-fc. 

-rv^Dtf^x— ^;vTgt#b, KefiiiiLtti^i 
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£f#7c(0.30 g ; 20.7%)c 
Ttmtttfm Ci 4 Hi 5 N0 5 tLT 

»JHt : C,60.64 ; H,5.45 ; N.5.05. 

MMW. : C,60.38 ; H,5.25 ; N.4.99. 
NMRCCDCla): 2.68 (2H, t, J=7.7Hz), 2.97(2H, t, J=7.7Hz), 3.67(3H, s), 
3.83(3H, s), 6.97 (2H, d, J=8.7Hz), 7.38 (2H, d, J=8.7Hz), 10.13(1H, s). 

nmm 6 

2- (4- (4-^DD7x-JW - 2 -*>7V-4-ttWV >- 5 - 

4- (4- (4-^OD7i-JP) -2-*^y-4-^+J-l/U>(3.0g) 
(30mL) t^fifU T^U;^^^ (1.66mL) , hUl^V 
T^>(2.14mL)^JlPLfCo *#£n5?g£&£. itSftT, 6 ^WfltJ^Sh. 
SMffiiftiSU ^V7"D/V-;V (9mL) * -f V :/n fcf^X— ^ ( 21 mL ) 

65.0%). 

nmm 7 

4- (4- (4-^DD7z-JW -2-*^V-4-^U-l/U>(1.0g), 
3 _^>^>-2-^-> (0.75mL)^^^y-;W (30 mL ) fcJgtfU MJ 
X^;V7a> (0.71 mL)SrSPA, flEfcTfc 15 «fB8fll#bfc. 
*6U -TV^DH^X-^ ( 20 mL ) SiPATSgSUkSii-fc. *Sfi£3flfc 

g ; JRSjK 79.7%)o 

7t3t##r fit C14H14NO3CI tVT 

stW-m : C.60.11 ; H,5.04 ; N.5.01. 

n®\m : C.59.84 ; H,5.04 ; N.5.02. 
NMR(CDC1 3 ) 1.27(3H, d, J=6.9Hz), 2.17(3H, m), 2.71QH, dd, J=17.9 and 6.3 
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Hz), 2.96(1H, dd, J=17.9 and 7.6 Hz), 3.51-3.58(lH, m), 7.43-7.51(4H, m), 
10.25(1H, s). 

mm 8 

2_7^y-4- (4-^DD7i-iW - 5 -ttW—fr-fU tt>Wl 

2-7^7-4- (4-^DD7x-iW yf^W—Jl' (5 8 4mg) , 7 
^U;^^^ (0. 8 1 mL) <DV>7UU*2> (5. 8 xnL) &mz* tK^ 
T, wmt^^y (TiCl 4 ) (0. 9 9 mL) #£>n&ig-&$t£^ 

jflWbfc. a&ffiSc&TKife^ «* (M g so 4 ) u 8«s9SbJSi. mm** 

y^Pt:;WX— 7-;V-»KX^;^6t6*fl:*-a-fc(2 0 9mg;«*5 1. 
3%)o -f V^DtfjWX— 5\M/-fl«X^;i<;frS?3*S»U ^fe^StL/TS 

tc*#«HS Ci3Hi 3 NClN 2 0 3 £LT 

fHftt : C.55.62 ; H.4.67 ; N.9.98. 

: C,55.48 ; H,4.52 ; N.IO.OO. 
NMRCCDCla): 2.67(2H, t, J=7.8Hz), 3.09(2H, t, J=7.8Hz), 3.68(3H, s), 
4.69(2H, bs), 7.36(2H, d, J=8.6Hz), 7.52(2H, d, J=8.6Hz) 

2- (4- (4-^DP7x^JW -2-*^y-4-^^/U>-5- 

> 5.00g ^T-fe h- h U;l/ 15ml fcfflaBUfc:^ £jfo$g|*9<0#* 
fl&bfcc fb^Iit^^t, »56K7.53gSr2-10'CT«rfbfc. 
T7£ U )Vm*3-)\'4Alg £ 2~3t:TiTbfc. / #?>n§I^ 20~30 t CT 
1.5l*W«#bfc«, 7 15ml £ 22-25*0 ^«5-8lCT 
7k£i«Tbfc. ^rttlbTc^S^^ U tK 25ml, l%mWt*mi- h 'J £ AtR 25ml, 
7k25mL SM VfU t!;l/X— ^JU 25ml Tgfe#^> 40t:T 7 H9WB*ffitt»b, 
aa&ffc'&'ft 5.72g(lR^ 79.4%)£$&#66*£ft£ tTifc. 
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mmm 1 o 

3- [2-^V~4- (4-h'J7Jl/t0^f;i/7x-JW -4-ttV 

4- (4-h'J^;^0^^^>'ai-;W-2-^-^+>-V r D> (10. 8g) , 
T^U;^^^ (8. lOg) , H^o-fbte^vX^X— • T)VmW (6. 
6 8g) :fc£t£h^X> (5 0mL) ©^^MM^b&J^ £ 3 mmfr^S 
iffc. ^Jt^^Sr^SSU ^KtK (2 0 0mL) K&l^c. fffiti LfcHtt^Jfc 

&^tt, glik^^f fi^'JXAStLTffc (4. 0 0 g> 2 7%). 

man 5 6-i 5 7t. 
mm 1 1 

3- [2-^V-4- (3', 4'-^DD7i^W -4-t^V'J>- 

5--r;i/] ^atf^->^^^ 

4- (3', 4'-v ? ^OD^3ix;P) -2-Wyo> (8.9 g) , T^U;U 

(13. 2 g) , H^ofb&^i/X^X— 7-)\>$&W (8. 5 g) 
&&TSY)V2L> (lOOmL) <Dm&m £ Jnf&fcjBSE VUifi 12l$Mj&>#iHffc. 
KJfciS'&fcjfciMSU' 2kzk (5 0 OraL) \zm^o tfrttiLfcBtt&^flfcU tK 
T3fc#U MtT, Mfls^tt©»ll£»fc (9. 0g> 7 5%) . MX 
^-A^t^^B^SLT^yUXAS^ffc. Bfcj&l 2 9-1 3 0*0. 

1 

4- (4 -^uny^-jl) -2-*?y-4-ttWV> 
4-^DD-2'-kKD^y7th7i/> (3. 4 1g) , y7>i*U7 
A (3. 25g) , i'V7'D/V-;i' (15mL) ©Settle 5 0 tT, KS? 

(2. 8 8g) siTi/fc. f#e.ns«i^at^5 ott*5^ffi#tm * 

(3 4mL) £Jn*.fc. *rmi/fci»il£3flfcU tK^^t-T V^n fc?;Vx-^ 
Jl/T^LT, 4- (4-^UD7i-;W -2-^-^V-4-^-^+hVU> 

(3. 3 3g;iR^8 5. 1%) 
NMR(DMSO-d 6 ): 7.50(2H, d, J=8.6Hz), 7.58(2H, d, J=8.6Hz), 7.73(1H, s), 
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11.39(1H, bs) 

4 2—*2v-4 -**i*vy > 

liWiCtT«Ml«ll*1l&. ** 6 4. 1% 
NMR(CDC1 3 ):7.13(1H, s), 7.26-7.44(5H, m) 
###J 3 

2 _ 7 =; - 4 - (4-^DD7x-Jl/) ttf/—))' 
4-/7DD-2 , -kHD^>7th7xy>(l 7. 0 6g), ^7tS h* (5- 
0 4g) , /-JU (1 7 OmL) ©«*«Jfc**T2 8%^HJt7A*h 

4mL) £3JP*-> WX^TiBbfc. »IH1J«*«*. 
M^>U*W7A^7h^7^i:#U |»lf^-nA^ 

> (1 : 2) TigffiU (2. 84g;«* 

14. 6%) c ftKi^V - n a^ >*^S8Il^*6feI*^ 
7C*»«f« C 9 H 7 C1N 2 0£UT 

ftM : C, 55.54; H, 3.63; N, 14.39 

£IM : C, 55.49; H, 3.61; N, 14.35 
NMR(DMSO-d 6 ): 6.76(2H, bs), 7.42(2H, d, J=8.8Hz), 7.65(2H, d, J=8.5Hz), 

7.92(1H, s) 

4 - (4-^DD7x=JW -2-t7V-4-W/U>-5-7°Olf 

(823.7 g) . (l090mL) ©S^fcKli U 

(235.5mL) WTCTSlWIWU 
^TthXhUJl' (2471mL) TWRUfc***' * (8237mL) + £35*0 
aTTWTb, $e>{'7X (4119mL) ^JO^fCo *rffibfc«fi*:3ttU 

(805.4g, : 91.7%) . 
NMR(CDC1 3 ) : 2.74 (2H. t. J=7. 8Hz), 3. 19(2H. t. J=7.8Hz), 3.69(3H. s). 7. 
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37-7. 42 (2H. m). 7. 56-7. 60 (2H. m) 
###| 5 

4- (4-^D07i-JW -2- (2-^^JW^^ > /-;V-l-<;W 

2 _/7dd-4- (4-^OD7xZJW -5-ttW—))sZfu}d*>m. 
(805.4g) . 2-^fK5^M (I101.7g) , i?*^*^*^ 
F (2416ml) <Dm&®* \10PC-T? Sftmm&XstZo n*>tl2>M'&V!>\Z7k&mZ.* 

iOf&~RCgmx^;i/ (l611mL) tC^b, 30 < CTn-^7 P ^> (4832mL) £3JP 
IftffiLTtfcyi^I&U »^-nA^> (1:3) Tift^L. «^ 
fc&m&nti (716.6g, : 77.2%) » 

NMR(CDC1 3 ) : 2. 76-2. 81 (5H, m), 3. 27(2H, t, 1=7. 6Hz). 3. 70(3H, s), 7.00 
(1H, . d, 1=1. 7Hz), 7. 41-7. 45(3H, m), 7. 62-7. 66 (2H, m) 
6 

4- (4-^dd7i-;w -5- (3 -b HD^->yotr;w -2- (2 
4- (4-^dd7i^jw -2- (2-^fM$^/-Jv- 1 — r ;io 

_ 5 ^^Dtf^-^^^l/ (716.6g) CDh;i-X> (7166ml) jgtt 

lC5 , C^TT> ? fcFD-k*X (2-^h + yX^y) 7;i^ HJ £A 

(70% h ;l/X>Jg$0L 957.6g) & 4 I^H*Hfr*TUfe. RJEJRfc: 10% □ y ~> 
x;Um7K^(7166ml)^10 , C£;Tl?rgTL, ffifcHLfcttSS^SlUfc:. 

5*£il£> io%a->x;wg, *T«fcii^ »Kxf 

;i/ (717mL) t-rV^Olf;UX— 7 L ;K2866mL)©»'&*fcl«iaBt, 

mT3i^ra«J*bfc. #e>n*tsa&33*u Bm<t&®&nrz (509 g . jr* : 

77.3%) . 

NMR(CDC1 3 ) : 1.98-2. 35 (2R m). 2. 76(3H, s), 3.06(2H. t, 1=7. 7Hz), 3.76 
(2H, t, J=6. OHz), 6.98 0H, d, 1=1. 5Hz), 7. 39-7. 46(3H. m). 7. 63-7. 66 (2H. 
m) 

mmm 7 
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4- (4-^7DD7x-Jl/) -2- (2-/fM5^V-JP-l-^^) 

_ 5 _ (3 _ ^ok';i/) 
4 _ (4 -/7pd7oi-;u) -5- (3-tFD^->yDt;;i/) -2- (2 

r;w **-t*v-;u (509 g ) , h >jxwi> 

(254.6mL) © Ml/X> (4072mL) Jgi«K\ lOt^TT** * >7Jl/:7 

^duh (i36.4mD ^iTifc. 10 #&n*fi£ttfc o-* Ul/-* 

(248.0mL) ^fh7 W7>t^A^D= K (25.8g) &iDA» $bl: 
NaOH(255g)£zk (1018mL) K**bfc«**iH AT 1 «fWJPf»3t«Ebfe. & 
fl!fth;PX>Ji*^b, lNNaOHTK^ (4072mLx3) 5% NaCl * 

#e>nfc*sii*x^y— ;u-7K(9:i)d^6?i«siiu, 

Mffr&ftSfcfc (595.6g, JR* : 91.2%) . 

NMR(CDC1 3 ) : 2. 24-2. 31 (5H. m), 2.75(3H. s), 3.18 (2H. t, J=7. 6Hz). 4. 
06(2H. t. J=5. 7Hz). 6. 76(1H, d, J=8. 1Hz). 6. 85-6. 90UH. m). 6.98 (1H, d, 
J=l. 7Hz), 7. 11"7. 17(2H, m). 7. 33"7. 36(2H m). 7.41 (IE d, J=1.6Hz), 
7. 59-7. 62 (2H. m) 
Tzmftftm C23H22N3O2CI t. l/T 

H-^M : C.67.73 ; H.5.44 ; N,10.30. 
: C.67.63 ; H.5.38 ; N,10.30. 

###1 8 

2_ 7 ?;_ 4 - (4-^OD7x-^) -5-ttDrV—)l<Zfntt>m 
(201mg) ©4 8 %HB r zK$?$£lwZK (4mL) SriD*., ^K^TNaN0 2 
(60mg) (DMO.lmUmmZffiTVtz, f|5n5fi^«* 1 7K«r 
irafcTirax^TfflffiLfc. »B6xf;H**ftft, iSliSSiU 
^vUTJy^nvh^^-KttU ^iJ^-RBfcX^ (4 : 1) T 

NMR(CDC1 3 ) : 2.77 (2H. t. J=6. 0Hz), 3. 18(2H. t, J=6. 0Hz), 3. 71 (3H, s), 
7. 48(2H, d, J=8. 5Hz), 7. 99(2H. d, J=8. 5Hz) 
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9 

4 _ (4-/?nn7x-ji/) -2- (2-^^;i/-r a^v— 1 — r;i/) 

-5- (3- (2-^^;U^oiy^-» -?U\L)V) 

4 - (4-^007z-JW -5- (3-kFD^y^Dh 0 JW -2- (2 
-^;l/-f ^V-Jl'- 1 - - f JW t+flZ-Jl' I0.00g Srh7kl«D77> 

ioomi kjbwu nznzmmmzzs^ V7*n tjn^js > 6.n g ttnx 

n*Jg^«S40»Sti*L/fcll, o-i7]/y-;i/5.11gSrSDAfe. NaOH5.0g> 
^if lN-NaOH 7K 50ml "C 3 0, 5%^i^7K 50ml T 1 lnl$t*§^ MJEitHi 

bfcc mie&mwz.** - mm^Mi : D^25mi £ 

^^y-^ttx^y-;!/ - 7K(8:2)^50mi, ^ ^ y -;i«4x^ y 

- *(l:9)S»t 50ml TSfe#^, 45 t CTMlBi£*£bT, M<t£« 11.31g(JR 

^entisfl io.oog ft^^y — ;v*ttx^/— ;p - tK(9:d^ 40mi ic» 
70t:tunJ»»*b^. #^ti^>^icst4^o.5g &lu*.&s^ io^it^b/c. 

lo'COTTi^^bfco *rfflbfc*Sft*3flJiu ;**y->«ttx^y- 

;P - 7K(9:1)S« 50ml, 7K 50ml T«e#^» 50 , CT«JBEfc«L'T\ mmit&MO 
Mp°p 9.40g(iK^ 94.0%)£&<£: A/£ afi©^it>£: tTffc. 
1 0 

4- (4-^nn7xz;w -2 - 1 — r;u) 

_ 5 _ (3 _ + -fu\L)V> ttW—)V&&VH&9k 

(30.804 kg) S5?xyhSJl*»S (0*-a-7f«; ^Iitt^tt : P 
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JM- 1 0 OSPi) Tg*#*£JBV>T«Nfrb 3.08 kg f /cm 2 ) , 

t&ftflfcftfc (30.401 k g. &m : 2.7 At m (W^) ) . 
#%^J1 1 

5 2-7'0^-4 , -h l J7;i/tD^5 1 ;i/7th7x;> (4 0. Og) , €K 
^-hU^A (40. Og) , R.Zf*#J— )V (2 0 0mL) 0^^?:Jn^51 
SEbT6I^H*^Slffe. * (5 0 0mL) C&^c. 

#rffiB#£3fl»U *SfcL, a^tT, (2 4. 5g, 

8 0%) . fffejALl 1 2-1 14t. 

10 ###1 1 2 

2 _t KD^y-4'- h>J7;Vtn^^7th7xy > (2 4. 0 g) , 
fc?ijv>> (10. 3 g) » RUtTh7tHn77> (2 0 0mL) ©ig^ld, 
15 tK^T. ^noj^m^^i— )V (2 0. 4g) *»TU. SfiTlWfB*>**1f 

&. R«tfB^»*««u 7K (soomu icaur, mm^jwmm^tz <i 

5 0mLX2) . ^«^r7K, ^V>Tffifn*tfcK-rifei£U aszK«SS"7 *> 

iiasbTco 312 ic-r v7o tf;i/x-^;u doomD £ira*.T 

jSgHrfbS-S, M<b-&*©«SS*»fc (18. 9 g, 5 3%) c Stj^l 3 4- 
20 1 3 5*Co 

mmm i 3 

4 _ (4 - h U 7)VHru*T)V7x.-)V) - 2 -t^l/n > 
2 -^V-2- (4-h'J7MD^^7i^W 
^_^^_|. (18 . og), g^MT^-^A (2 0g) , *5<fctfM& (1 
25 0 OmL) <DM&ty*tmwm.\sUifit> 1 «FM^**"tffc. fiJS8£*l*:iM8U 
tKtK (2 0 OmL) fcSEV>£. tfrfflbfcB#£3SlU 7.kT&?£U JBttLT, 
aBft^ttOttllSftfe (10. 8g, 8 5%) c 250'C£U:T##. 
###| 1 4 

2-^dd-4- (4-h'J7MP^Wx-;w -5-^it % /— ;u 
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3- [2-^V-4- (4-h'j7;^D^^7xZ;W - 4 -rt^+h 
*/U>-5— T;U] 7°utt>&*^)l (3. 9 0g) , ^-^->^ku> (1 
1. 5g) 35«fctf£Uv> (0. 9 8 g) COm&m*! 0 0~1 0 5*CtZHDf^ 
5 bTlBtf^^if^io S^-B-^^3 O'COia* (1 0 OmL) IC$TFU @£ 
^X^TJStBbfe (1 5 OmL X2) „ ^«^fn^7K (1 0 OmL) T 

^r'M7A^n7h^77^-i;#U gmx^-^+l-^ (1 : 4, v/v) 
?gai»^S^b'&#i5:ll'fe^#ltLT#/i(2. 66g, 6 4 %) 0 NMR(CDC1 3 ) 
10 fi: 2. 77(2H. t, J=7 Hz). 3. 24(2H, t. J=7Hz). 3. 70(3H, s). 7. 68C2H, d. 
J=8. 5Hz). 7. 78 (2H, d, J=8. 5Hz). 
#%#J 1 5 

2- (2 1 — r 5^vu;w -4- (4-hu7Md^7 
7 e ok , t>i^5 : ;i/ (i. 33g) , 2-*^)M=z?v—)i (i. 3 3 g) , 

mmti^^A (2. OOg) 35«fctf N-pWHf DU H> (lOraL) VMS® 
£l 1 0 , CT2B#p B ^^-&Yc < , R^^^tKtK (1 0 OmL) {z&iT, tfTiti 

20 -^*1f>J;B?S*&fiLT»l*fi:/UXAfi&#;fc. (1. 0 7 g, 71%) e 
gt£9 4- 9 5*:. 
1 6 

2- (2->^;i/- 1 — fS^/UJW -4- (4-hU7J^n^5 L ;U^ 

i-;i/) - 5 - t*u-i/-;V7 , D/v-;i/ 
25 2- (2-*3\H/-i — fS^/UJW -4- (4-b^jy)U^-u^^)iy 
-5-^^/-;^ntr^->^y^;u (i. oog) £h;ux>i 

5mL JCi&BLfc. 7 0%ykHDh*7 + 

*v) j^^ith'J^AOh^X^id. 20g), MHX5mL) 
©^«I^OtT«TL, 0*CT3 0#Mj&>#iB1f;fc. EJ&S£4feK: (+) - 
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WfiSWt~}~ h U *Jh»ti U ^7AE97KfO^J© 1 0 XikMW. (5 0mL) ZTt£M%i<lM 

M^imm^^rz. mihLtzm£k*zw.L, (+) -ssb^hj 
#u m^-r§c«hTS^b^©iSS^^#^ (o. 75g. 8 1%) . s^m 

1 2 7 - 1 2 9t. 
##0J 1 7 

2- (2-*^- 1H5^'J;W - 5 - [3 - (2-^fJV7x/+y) 
~?U\i)V\ -4- (4-hU7MD^fJl'7z-Jl/) tf-^-tJV— ;V 

2- (2-^^;v- 1 — rs^vu;w) -4- (4-hU7jpto/w 

x -jl,) - 5-^ity-Jl'^ 0 DAV-;i' (7 0 0mg) , 

(4 3 2mg) , F'J7f^7^> (6 0 7mg) feitffh^kH 
□ 77>(l0mL) ©^ftl:, 1. l'-(7^^»)^^ , J^> 

(7 5 0mg) fcMLTUO*.. lPSM^#ffl-fffc. S«S^«I&«t6»» 
»t*/U*^*5A^O^ h^77^ -KttU RSl^-^t> ( 2 : 
3, v/v) *ffl»*6. *fflfl^*©*S«#fc. Tirb>-^V^Dtf^ 
X-fJ^ 6^f H UTife7°U XAi^Hfc (5 9 1mg, 6 7%) . *M 

10 1-10 2*C 0 

i 8 

2_ k jiD^y-3',4 , -y^ao7th7xy> 

2-^D^-3', 4'-y^OD7th7i;> (7 8. Og), ^tth'J7 
A (6 8. 0 g) S— & (3 0 0mL) ©jg^£MfcM§StbT 1 

6 BLJSM^Ib^WmV. * (1 D KttV>«. tfmHttS** 

u tK, v7d tf;i/x-^;i^T'^b, jrku $e>ic4 octree 
«E»u awfc*»©«»*#fc < 25 - 42%) • ^^-^ 

■if>^€>fllSftL/TSiatfi^ , UXAftS#fc. it&l 1 5-1 1 8*C 

mmm 1 9 

4- (3»4 , -y^DD7x-Jl') -2-^1t % /o> 

2_t FD^y- 3'. 4'-y^DD7th7x;> (10. 3 g) , '>T>®? 
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#U^A (8. lg), --ynny—Jl (lOOmL) 5 0*C 

fclDJfcU mk (6. Og) &y>o<D£»TFU 5 0 , CT2WrW^**'fffc. 
jRlS«^*«:ii*L/. (2 0 OmL) 0TffiL&H#£3fl!lU 7k 

TSfc#U 3EHflS-&«b©«a$»fc (6. Og, 5 2%) . ^b? 

5 t Ko77>-^-y->^e»HeSbTjKHfi^UXAS«r^fc. Iftjft2 6 2- 
2 6 3to 
2 0 

2 -^PP-4- (3, 4-y^OD7x"JW - 5 -^-frl/— Jl^D fcT^ 

10 3- [4- (3, 4-y^nD7irjW -2-^V-4-t^it7U> 

-5—0!/] ^°otf^->^^^;!/ (9. Og) , ttismtV> (2 6. 2 g) 

&«fctftf»j^> (2. 2 5g) <Dm&®&i o o~i o 5t:(c:in^bTiNf^ 

a^JEiffc:. £^^£3 or^MzK (1 0 OmL). KiTFU KiifJl'T 
&ffib7c: (1 5 OmL X2) . W*8UI SrfifrfB&Izk (1 0 OmL) TSfc^U & 

//D7h^77^-l:ftL, iStX5 : )l/-A^t> (1:4, v/v) ^ffigP^ 
SSa^tt^Stfi^tttttLTf*^: (5. OOg, 5 2%) c NMR(CDC1 3 ) 
6:2. 76(2H, t, J=7Hz), 3. 20(2H, t, J=7Hz). 3. 70(3H. s), 7. 49(2H. d, J=lHz), 
7. 79 (IE d. J=lHz). 
20 ##09 2 1 

4- (3, 4-y^OD7i-» -2- (2 1 — T U JU) 

- 5 -ra-^-yv-^E! tr*>&;* ^ 

2-70P-4- (3, 4-5>£rnD:7xx;W -5-tW-;V7*Di; 
:*>^^ (1. OOg) , 2-*^)WS.?V-)l (0. 8 2g) , 
25 U^A (0. 6 9g) £<£tfN f N-y^fMM75 H (2 OmL) <D^% 

& i 2 cct i ^w^frs^fc. sjtag^**** doomD fca^> tfrffi 

7*'JXAlS#fc. (0. 82g, 7 2%) . M*116-117t 
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2 2 

4- (3, 4-^nn7ir;W -2- (2-*3\>W- l 5*VU;W 

4- (3, 4-y^DD7i-;W -2- (2 1 — T 5^/'J;W 
-S-^^/—)V^n^>Mk^)V (0. 6 7 g) £b;UX>5mL dig 

5>lfc^hU#A©Wl'X>** (0. 8 1g)> b^X> (2mL) ©S^i 

fcotrciiSTu o*CT?iP#iw^*ffl"tffc. rj&m&wz (+) -iinm^h 

U^7A*U»>ABa*Sl*© 10%zR*§?£ (5 0mL) £&;&^< iJP;i> ifCl 

E37Kfo4*o i o xtk»*» *6zk» -f v^ntr;wx— 7-;PT?«jfc«c»i/» astr 

Z>Z\£X\ «B<fc^*©«S»*#fe (0. 46g. 7 4%) . Tilh>-^ 
•y->«kOH«SabT»EI5fe^ r UXAa€r»7^. ifcj&l 4 0 - 1 4 It 
##00 2 3 

4- (3. 4-->**DO^:nXJU) -2- fS^/U;W 

_ 5 _ [3 _ (2-^^)iy^y^) 7u\Z)V\*2rW—)v 

4- (3,4-^DD7i^) -2- (2-^^-l-<S^l/U;W 
-S-ttW—)\,7un;—)V (3 5 2mg) , 2-^^7i/-;P (2 
1 6mg) > KU7*?;^7-f> (4 0 5mg) *itffh5kHn75> 
(lOmL) 1, 1»-(TV/>>*;^XJWS?^U5?> (4 5 0 

mg) feSITlDi, lP9M^*«"tffc. Efcffi^fc&iMS^ »^->'J 
*^7A^07hy77^-l:#U »KX^H^t> (2:3, v 

/v) »m»*^6» 5Sgte-&#j©*sa£»fc. T-feh>--< v^Dtr;i/x-T- 

;i/^e»?|igabTilfeyUXAa^#^ (2 7 lrag, 6 1%) . BL&l 1 6 

-int. 

2 4 

4 - (4-/7od7i-jw -2- (2 1 -^rs^\/u;w -5 
- (3- (2-^Wi/*y) yptf;i/) ^-tJ-y-;u 
4 - (4-^dd7ixjw -2- (2-^^;i/- i-^s^yu;w -5 
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- (3- (2-^Wi;^» -?U}±)V) **VJ-)l (l.Og) t7th 
> (10ml) tf>*g^f;i2ti&^ (0.3ml) ^JOA^^M^ 

(0.97g) o X^y-M^H^^bT^Sib^^^Tt. 
7iBfttitM : C23H22CIN3O • HC1 • 1/3H 2 0 tVX 

tfM : C, 61.35 ; H, 5.30 ; N, 9.33 

H$J4I : C, 61.61 ; H, 5.24 ; N, 9.37 
NMR(CDC1 3 ) <5 : 2.20(3H, s), 2.25-2.38(2H, m), 3.17(3H, s), 3.25(2H, t, 
J=7.2Hz), 4.08(2T, t, J=5.2Hz), 6.76(1H, d, J=8.2Hz), 6.88(1H, t, J=7.2Hz), 
7.13(2H, t, J=7.2Hz), 7.37-7.43(3H, m), 7.52-7.61(3H, m). 

z> e &tc. *%w<Dmmm\z£m£. **w-)vm*mm-Tz>m\z. mmm 
mm&mATz&mrftei'Wc* imn\zmm.tEnz>z\tu<, m*<D5-w& 
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1. 5£ 



R 



0 




0 




[^4>, RHtn^^m*. R 4 > R 5 *3^t^R 6 ^n^n7K^^^/c«m 




[^m^^\mmtmMM^B-r]xmi^n^it^m^rzit^(D^(Dmmmo 
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3. R^mm^nx^xh^rv-^&^rzum^nx^xh^j&mm 
mmmmx&zm^m 1 tmommm. 

4 . r 1 &w& $nxvJTfei^7i -)\>mx$> z> m&m i fsm^siit&o 

5 . R z &*mm : ¥-x$>z>m$im i iBi£<D§3ii&o 

5 6. R 4 , R 5 &£TSR 6 &^n^n*mm^. mWkZnx^Xh£^7)l*)Vm 

7. r 4 . R 5 &£zfR 6 & 7 kmm^x&z$mmiim<Dmm8k 0 

8. r 3 ^-cn, -coor 7 (R'it^mm^rzitmm^nx^xh^m 
itfcmm&TK-r) &rz\t-c or* (R s \t^mm^ mm^nx^x'b^m 

io itfcmmmrzteWMtsnx^xb^mmmm&Tik-?) x&zm&mimwxo 

9. R 3 &-cNx$>z>m$<y%iBm<Dmmm B 

10. r 3 ^-coor 7 (R 7 it7^mm^rzitmm^rix^x^^7)i^jv 

is ii. r 3 ^-cor 8 (R^tfrmm^. m^nx^xh^7)v=¥jv&^rz 

12. S^^^©#ffiT^f^-5it^lfE^OM^c 
1 3. 5£ 
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R 



[T R 

1 

3 




14. ^ 



R 



^1 



R 



1 



0 




0 



£ft 



R 00C 



R 



R- R° 
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